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We'Claim: 

1 ♦ A compoxind having the structure of Formula I: 




FORMULA I 

and its pharmaceutically acceptable salts, solvates, polymorphs, enantiomeixs, 
diastfereomers, N-oxides, prodrugs or metabolites, wherein 

T is; five membered (un)snbstituted heterocyclic ring with exclusively ome 
heteroatom, selected from oxygen, nitrogen and sulphur; aryl, substituted ai~yl, 
bound to the ring C including aryl and five membered heteroaryl which are furtbaer 
substituted by a group represented by R, wherein R is selected from the gro"«p 
consisting of H, CHO, Ci_6 alkyl, F, CI, Br,I, -CN, COR 5 ,COOR 5 , N(R6,R_-7), 
NHCOC(R 8 , R 9 , Rio), NHCOOR 10 , CON (Re, R 7 ), CH 2 N0 2 , N0 2 , CH(OAc} 2 , 
CH 2 R8, CHR9, -CH = N-OR10, -C=CH-R 5 , OR 5 , SR 5 , -CCR 9 )=C(R 9 )N0 2 , d .12 
alkyl substituted with one or more of F, CI, Br, I, OR4, SR4; wherein R4 and R 5 are 
independently selected from H, C1-12 alkyl, C3-12 cycloalleyl, C1-6 alkoxy, 
alkyl substituted with one or more of F, CI, Br, I or OH, aryl, heteroaryl; Re aaid 
R 7 , are independently selected from H, optionally substituted C1-12 alkyl, C 3 — 12 
cyclpalkyl, Q-6 alkoxy; Rg and R9 are independently selected from H, C\-e allryl, 
F, CI, Br, I, C1-12 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , 
N(R6l,R7); Rio= H, optionally substituted Cm 2 alkyl, C3-12 cyoloalkyl, d-6 alkoxy, 
C1-6 alkyl, aryl, heteroaryl; 

n is an integer in the range from 0 to 3; 

X is C, CH, CH-S, CH-O, NT, CHNR n , CHCH 2 NR n , CCffclNRii, wherein R u is 
hydrogen, optionally substituted C M2 alkyl, C 3 n cycloalkyl, C l6 alkoxy, C l 6 
alkyl, Ci. 6 alkylcarbonyl, Ci-<5 alkylcarboxy, aryl, heteroaryl; 
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Y and Z are independently selected from hydrogen, C 16 alkyl, C 3 _ 12 and 
cycloalkyl C Q-3 bridging groups; 

U and V are independently selected from hydrogen, optionally substituted 
alkyl, F, CI, Br, C M2 alkyl substituted with one or more of F, CI, Br, I, preferably 
U and V are hydrogen or fluoro; 

Ri is;selected from the group consisting of - NHC(=0)R 2 , N"(R 3 , R4), -NR 2 C(=S) 
R3, 

-NR 2 C(=S)SR 3f wherein R 2 is hydrogen, C M2 alkyl, C 312 cycloalkyl, C l 6 alkoxy, » 
C l 6 alkyl substituted with one or more of F, CI, Br, I or OH; R3,R4 are 
independently selected from hydrogen, C M2 alkyl, C 3 12 cycloalkyl, C { 6 alkoxy, C 
1-6 alkyl substituted with one or more of F, CI, Br, I or OH. 

A compound having the structure of Formula II: 




FORMULA -n 



and its pharmaceutical^ acceptable salts, solvates, polymorphs, enantiomers, 
diastereomers, N-oxides, prodrugs, or metabolites, wherein 

Ri is selected from the group consisting of (1) -NHC(=0)R 2 ; (2) -N(R 3 , R4); (3) - 
NR 2 C(=S)R 3 ; (4) -NR 2 C(=S)SR 3 wherein R 2 , R 3 , R4 are independently hydrogen, 
Ci-i 2 alkyl, C 3 .i 2 cycloalkyl, Ci_6 alkoxy, C1-6 alkyl substituted one or more of F, 
CI, Br, I, OH; 

U and V are independently selected from hydrogen, optionally substituted 
alkyl, F, CI, Br, Cm 2 alkyl substituted with one or more of F, CI, Br, I; 

¥ and Z are independently selected from (1) hydrogen, (2) Ci_6 alkyl, (3) C 3 .i 2 
cycloalkyl (4) Co- 3 bridging group. 
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X is selected from C, CH, CH-S, CH-O, N, CHNRn, CHCH 2 NR U , CCH 2 NRi i; 
wherein R n is hydrogen, optionally substituted C M2 alkyl, C 3 _ 12 cycloalkyl, C w 
alkoxy, C U6 alkyl, Ci- 6 alkylcarbonyl, C U6 alkylcarboxy, aryl, heteroaryl; 



G, J, L are independently selected from H, Ci- 6 alkyl, F, CI, Br,I, -CN, CHO, 
COR 5 ,COOR 5 , CH(OAc) 2 , N(R6,R 7 ), NHCOC(Rs, R9, Rio), CON (Rs, R 7 ), 
NHCOOR 10 , CH 2 N0 2 , N0 2 , CH^ CHR 9 , -CH = N-OR 10 , -C-CH-R5, OR 5j 
SR 5 , -C(R 9 )=C(R 9 )N0 2 , C M2 alkyl substituted with one or more of F, CI, Br, I, 
OR4, SR4; wherein R 5 is selected from H, Ci-i 2 alkyl, C 3 -i 2 cycloalkyl, Ci- 6 alkzoxy, 
C1-6 alkyl substituted with one or more of F, CI, Br, I or OH, aryl, heteroaryl; Re 
and R 7 , are independently selected from H, optionally substituted Cn 2 alkyl,; C 3 -i 2 
cycloalkyl, Ci- 6 alkoxy; Rg and R 9 are independently selected from H, Ci- 6 aJkyl, 
F, CI, Br, I, Ci-i 2 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , 
N(R^,R 7 ); Rio= H, optionally substituted C1-12 alkyl, C 3 -i 2 cycloalkyl, Ci-6 alfcoxy, 
Ci-6 alkyl, aryl, heteroaryl. 

The compound : according to claim 2 wherein in Formula n, ring C is 6-8 
membered in size or of larger size and the larger rings have either two or three 
carbons between each nitrogen atom, comprising of: 



Qi is selected from O, S, NRn, wherein Rn is as defined above; 




and may be bridged to form a bicyclic system as shown below, 




v 



N / 
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ring C optionally substituted at positions Y and Z with alkyl groups, cycloalkyl 
groups, fluoro group, carboxylic and corresponding esters, amides, substituted 
alkyls or bridging alkyl groups as shown below: 



_ x ' v- -x' V- ~W * N " 




■yjr 

or ring C is 6 membered in size and X is -CH-(NHR n ), or >CCH 2 NHRii- which 
is selected from the group consisting of the following rings wherein R n is the 
same; as defined earlier, 



m1 R11 ^\ R11 V. 

y-cy- ,*rcy /-o- 




N— 



-N 
R11 



R11 R11 V | ] 




R11 
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in addition to the above, ring C includes the following structures: 
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when Qi==NRiu O or S, the structures are represented by Formulae HI, IV and V, 
respectively, 



5 



10 




15 FORIMULA IV 



20 




FORIMULA V 



wherein R_i, Ri u U, V, X, Y 5 Z, G, X, L and n in Formula HI, IFormula IV and 
25 Formula V are the same as defined earlier for Formula II. 

4. A compound selected from the groxxp consisting of 

(S)-N-[[3- [3-Flubro-4-^ 

oxazolidin.yl]methyl]acetamide (Compound No.l) 

30 (S)-N-[[3-[3-Fluoro-4-[4-(5^ 

oxazolidin.yl]methyl]acet amide (Compound No.2) 

(S)-N-[[3-[3-Fluoro-4-[4-(5-fo^ 
oxazolidirLyl]methyl]acetamide(Co3iipoundNo. 3) 
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(S)-N-[[343-Fluoro-4^4<^^ 

oxazolidinyl]methyl]acetamide (Compouxad No. 4) 

(S)-N-[[3-[3-Fluoro -4- [4- {3-thienyl(2-ni-tro)-5-acetyloxy}methylacetate]- 1 - 
piperazinyl]phenyl]-2-oxo-5-oxazolidiny^l]acetamide (Compound No. 5) 

(S)- N-[[3-[4-[N-l-(5-nitro-2-thienyl) piperazinyl]-phenyl]-2-oxa-5-oxazolidinyl]- 
methyl]-acetamide (Compound No, 6) 

(S)-N-[[3-[3-Fluoro-4-[N- 1 - {4-(5-nitro-2-thienyl)piperazinyl >] -phenyl] -2-oxo-5- 
oxazplidinyl]-methyl]-2-chloro-propiona3iiide (Compound No. 7) 

(S)-N4[343-Fluoro-4-[4-(5-^ 

oxaz6Udinyl]methyl]difluoroacetaiiiide (Compound No. 8) 

(S)-N^[[3-[-3-Fluoro -4-[N-l-(5-nitro-2-tOiienyl)-piperazinyl]plienyl]-2-oxo--5- 
oxozolidinyl]methyl]dichloro acetamide <Compound No 9) 

(S)-N-[[34-3-Fluoro-44(5-mto 

5-oxozolidinyl]mettiyl]acetamide (Compound No. 10) 
(S)-N4[343-Fiuoro-4-[4-(5-nitro^ 

oxazolidinyl]methyl]fluoroacetamide (Compound No. 11) 
(S)-N-[[3-[3-Fluoro-4-[3Kto 

methyl} aminomethyl]-3-azabicyclo-[3. 1. 0]hexane]phenyl]-2-oxo-5- 
oxazolidinyl]methyl] acetamide (CompotuidNo 12). 

(S)-N-[[3-[3-Fluoro-4-[4-^ 

oxazolidnyl]methyl] acetamide (Compound No. 13) 

(S)-l>f-[[3-[3-Fluoro-4-[4-(5-nitro-2-ftiryO- 1 -homopiperazinyl] phenyl]-2-oxo-5- 
oxazolidinyl]methyl] acetamide (CompoumdNo.14) 

(S)-N-[[3-[3-Fl^^ 

oxo-5-oxazolidmyl] -methyl] acetamide (Compound No. 15) 

(S)-N-[[3-[3-Fluoro-4-[N-l-[4- {N-methyl-N-(5-nitro-2-furyl)> amino]-l- 
piperadinyl]phenyl]-2-oxo-5-oxazolidiny3]methyl] acetamide (Compound No. 16) 

(S)-N-[[3-[3-Fluoro-4-[3-(lcc, 5a, 6a)-[6- {N-(5-nitro-2-furyl)-N- 
methy}aminomethyl]-3-azabicyclo [3.LO]hexane] phenyl]-2-oxo-5- 
oxazolidinyl]methyl] acetamide (Compou-nd No. 17) 

A pharmaceutical composition comprising the compound of claims 1, 2, 3 or 4 
and a pharmaceutical acceptable carrier. 
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5 7. 



8. 

10 9. 



10. 

15 



20 



A pharmaceutical composition comprising a pharmaceutical^ effective amount of 
compound according to claims 1, 2, 3 or 4, or a physiologically acceptable acid 
addition salt thereof with a pharmaceutical acceptable carrier for treating 
microbial infections. 

A method of treating or preventing micrrobial infections in a- mammal comprising 
administering to said mammal, the pharmaceutical composition according to 
claim 6. 

The method according to claim 7 wherein the microbial infections are caused by 
gram-positive and gram-negative bacteri a. 

The method according to claim 8 wherein the gram-positive bacteria are selected 
from the group consisting of staphylococcus spp., streptooocuus spp., bacillus 
spp., corynebacterum spp., Clostridia spp>., peptostreptococus spp., listeria spp. and 
legionella spp. 

A mqthod of treating or preventing aercTbic and anaerobic bacterial infections in a 
mammal comprising administering to said mammal, a therapeutically effective 
amount of a compound having the structure of Formula I 



and its pharmaceutical^ acceptable s-alts, solvates, polymorphs, enantiomers, 
diastereomers, N-oxides, prodrugs or metabolites, wherein 

T is five membered (un)substituted heterocyplic ring with exclusively one 
heteroatom, selected from oxygen, nitrogen and sulphur; sryl, substituted aryl, 
bound to the ring C including aryl and fLve membered hetero aryl which are further 
substituted by a group represented by IR, wherein R is selected from the group 



consisting of H, CHO, Ci- 6 alkyl, F, CI, Br,I, -CN, COR 5 ,COOR 5 , N(R6,R 7 ), 
NHCOC(R 8 , R 9 , Rio), NHCOOR l0 , CON (R$, R 7 ), CH 2 N0 2 , N0 2 , CH(OAc) 2 , 
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CH 2 Rs, CHR 9 , -CH = N-ORio, -C=CH-R 5 , OR 5 , SR 5 , -C(R 9 )=C(R 9 )N0 2 , Cm-12 
alkyl substituted with one or more of F, CI, Br, I, OR4, SR4 ; wherein R4 and R5 are 
independently selected from H, C1-12 alkyl, C3-12 cycloaLkyl, alkoxy, Ci. 6 
alkyl substituted with one or more of F, CI, Br, I or OH, aryl, heteroaryl; Re a~*id 
R 7 , are independently selected from H, optionally substituted C1-12 alkyl, C^-12 
cycloalkyl, C1-6 alkoxy; Rs and R9 axe independently selected from H, C1-6 alkzyl, 
F, CI, Br, I, C1-12 alkyl substituted -with one or more of F, CI, Br, I, OR 5 , SR 5 , 
N(R6,R7>; Rio= H, optionally substituted C1-12 alkyl, C3-12 cycloalkyl, Ci- 6 alko>cy, 
Ci^ alkyl, aryl, heteroaryl; 

n is an integer in the range from 0 to 3 ; 

X is iC, CH, CH-S, CH-O, N, CHNR U , CHCH 2 NR n , CCHC 2 NRn, wherein R u is 
hydrogen, optionally substituted ;C 1 _ 12 alkyl, C 3 u cycloalkyl, C^ alkoxy, C l 6 
alkyl, Ci^ alkylcarbonyl, C1-6 alkylcaxboxy, aryl, heteroaryl; 

Y and Z are independently selected from hydrogen, C 16 alkyl, C 3 12 ajnd 
cycloalkyl C Q3 bridging groups; 

U and V are independently selected from hydrogen, optionally substituted C 1 _ 6 
alkyl, F, CI, Br, C M2 alkyl substituted with one or more of I 7 , CI, Br, I, preferably 
U and V are hydrogen or fluoro; 

Ri is selected from the group consisting of -NHC(=0)R2, NQR3, R4), 
NR 2 C(=S) R 3 , -NR 2 C(=S)SR 3 , wherein R 2 is hydrogen, C^ 12 alkyl, C 3 _ 12 
cycloalkyl, C 1-6 alkoxy, C l 6 alkyl substituted with one or more of F, CI, Br, I or 
OH; R3,R* are independently selected from hydrogen, C M2 alkyl, C 3 12 
cycloalkyl, C 1-6 alkoxy, C 1 6 alkyl substituted with one or more of F, CI, Br, I or 
OH. 
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11. A method of treating or preventing aerobic and anaerobic bacterial infections io. a 
mammal comprising administering to said mammal, a therapeutically effective 
amount of a compound having the structure of Formula ZEE: 



J rw; r u > 

.>Y^X c N — ( 



G Qi \c / 




(CHdn 

z v 

FORMULA -H 

and its pharmaceutically acceptbale salts, solvates, polymorphs, enantiomers, 
diastereomers, N-oxides, prodrugs or metabolites, wherein 

Ri is selected from the group consisting of (1) -NHC(=0)R 2 ; (2) -N(R 3 , R4); 
(3) -NR 2 C(=S)R 3 ; (4) -NR 2 C(=S)SR 3 wherein R 2 , R 3 , RU are independently 
hydrogen, Cu\ 2 alkyl, Qm 2 cycloalkyl, d-6 alkoxy, Q-6 salkyl substituted one or 
more of F, CI, Br, I, OH; 

U and V are independently selected from hydrogen, optLonally substituted Q.6 
alkylj, F, CI, Br, Cm 2 alkyl substituted with one or more of F, CI, Br, I; 

Y anci Z are independently selected from (1) hydrogen, C2) Ci_ 6 alkyl, (3) C 3 -i2 
cycloalkyl (4) Co. 3 bridging group; 

X is selected from C, CH, CH-S, CH-O, N, CHNRn, CHCH 2 NR n , CCH 2 NRn; 
wherein R n is hydrogen, optionally substituted C M2 allcyl, C 3 12 cycloalkyl, C 1-6 
alkoxy, C 16 alkyl, Ci- 6 alkylcarbonyl, Ci- 6 alkylcarbox^ aryl, heteroaryl; 

Qi is selected from O, S, NRn, wherein R u is as defined above; 

G, J, L are independently selected from H, Cue alkyl, F, CI, Br,I, -ON, 
COR 5 ,COOR 5 , N(R6,R 7 ), NHCOCCRg, R 9 , Rio), COIN (Re, R 7 ), NHCOOR a0 , 
CH 2 N0 2 , N0 2 , CH 2 R8, CHR 9 , -CH=N-OILio, -C=CH-R 5 , OR 5 , 
SR 5 , -C(R 9 )=C(R 9 )N0 2 , C M2 alkyl substituted with oxie or more of F, CI, Br, I, 
OR4, SR4; wherein R 5 is selected from H, Ci-i 2 alkyl, C 3 -i 2 cycloalkyl, Ci- 6 alkoxzy, 
C1.6 alkyl substituted with one or more of F, CI, Br, I or OH, aryl, heteroaryl; F6 
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and R 7 , are independently selected from H, optionally substituted Ci-12 alkyl, C3-12 
cyclcialkyl, C1-6 alkoxy; Rg and R9 are independently selected from H, Q-6 alkyl, 
F, CI, Br, I, C1-12 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , 

j ; 

N(R6,R?); Rio= H, optionally substituted C1-12 alkyl, C3-12 cycloalkyl, C1-6 alkoxy, 
C1-6 alkyl, aryl, heteroaryl. 

12. The method of treating or preventing aerobic and anaerobic bacterial infections of 
claim 1 1, wherein ring C is 6-8 membered in size or of larger size and tke larger 
rings have either two or three carbons between each nitrogen atom, comprising of: 



Y Y Y 

-1^ 



and may be bridged to form a bicyclic system as shown below, 

-\_> 



ring C optionally substituted at positions Y and Z with alkyl groups, cycloalkyl 
groups, fluoro group, carboxylic and corresponding esters, amides, substituted 
alkyls or bridging alkyl groups as shown below: 

^ ^ r< 

— X N — —X N — —X N— —X N— —\ N— 
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or ring C is 6 membered in size and X is -CH-(NHRn), or >CCH 2 NHR n - which 
is selected from the group consisting of the following rings wherein Rn is the 
same as defined earlier, 




R11 



S 111 R11 \ I 1 



0 F 11 R1 

X 

y 



or 

in addition to the above, ring C includes the following structures: 
^( CH 2)n / (CH 2 )n 

~ x nZD n - - </ ; n- 




(CH2)n 



(CH2)n 



N — 



(CHzJn 



/r*u \» (CH 2 )n 

/ / ^ 
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when Qi=NRn, O or S, the structures are represented by Formulae HI, IV and V, 
respectively, 




FORMULA V 

wherein R u Rn, U, V, IX, Y, Z, G, J, L and n in Formula HI, Formula IV and 
Formula V are the same as defined earlier for Formula II. 

A method of treating or preventing catheter infections and foreign body or 
prostheses infections in a mammal comprising administering to said mammal, a 
therapeutically effective amount of a compound having the structure of Formula I. 




FORMULA I 
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and its pharmaceuticaHy acceptable salts, solvates, polymorphs, enantiomers, 
diastereomers, N-oxides, prodrugs or metabolites, wherein 

T is five menibered (un)substituted heterocyclic ring with exclusively one 
heteroatom, selected from oxygen, nitrogen and sulphur; aryl, substituted aryl, 

5 bound to the ring C including aryl and five membered heteroaryl which are further 

substituted by a group represented by R, wherein R is selected from the group 
consisting of H, CHO, Ci^ alkyl, F, CI, Br,I, -CN; COR 5 ,COOR 5 , N(R6,R 7 ), 
NHCOCCRs, R 9 , Rio), NHCOORo, CONT (Re, R 7 ), CH 2 N0 2 , N0 2 , CH(OAc) 2 , 
CH 2 Rs, CHR9, -CH = N-OR10, -C=CH-R 5 , OR 5 , SR 5 , -C(R 9 )=C(R 9 )N0 2 , C H2 

) alkyl substituted with one or more of F, CI, Br, I, OR4, SR, ; wherein R4 and R 5 are 

independently selected from H, Ci-i 2 aUkyl, C 3 -i 2 cycloalkyl, Ci* alkoxy, Ci- 6 
alkyl Isubstituted with one or more of F, CI, Br, I or OH, aryl, heteroaryl; R> and 
R 7 , are independently selected from H, optionally substituted Ci-i 2 alkyl, C 3 - X2 
cycloalkyl, Ci- 6 jalkoxy, Rs and R 9 are independently selected from H, Ci- 6 alkyl, 

> F, Cl, Br, I, C1-12 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , 

N(R6,R 7 ); R 10 = H, optionally substituted Q-h alkyl, C 3 -i 2 cycloalkyl, C^ alkoxy, 
Ci^ alkyl, aryl, heteroaryl; 

n is an integer in the range from 0 to 3; 

X is C, CH, CH-S, CH-O, N, CHNR n , CHCH 2 M U> CCH 2 NR n ; wherein R n is 
hydrogen, optionally substituted C M2 alkryl, C 3 _ 12 cycloalkyl, C w alkoxy, C M 
alkyl, Ci-6 alkylcarbonyl, Ci-6 alkylcarboxy, aryl, heteroaryl; 

Y and Z are independently selected fxom hydrogen, C 16 alkyl, C 312 and 
cycloklkyl C M bridging groups; 

U and V are independently selected froin. hydrogen, optionally substituted C, . 
alkyl, F, Cl, Br, C 1 _ 12 alkyl substituted withx one or more of F, Cl, Br, I, preferably 
U and V are hydrogen or fluoro; 

Ri is selected from the group consisting of -NHC(=0)R 2 , N(R 3} R4), 
NR 2 C(=S) R 3 , -NR 2 C(=S)SR 3 , wherein. R 2 is hydrogen, C,. 12 alkyl, C 3 . 12 
cycloalkyl, C M alkoxy, C^ alkyl substituted with one or more of F, Cl, Br, I or 
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OH; R3,R4 are independently selected from hydrogen, C x ^ alkyl, C 312 cycloalkyl, 
C x ^ alkoxy, C l 6 alkyl substitutedL with one or more of F, Cl, Br, I or OH. 

A method of treating or preventing catheter infections and foreign body or 
prothesis infections in a mammal comprising adininistering to said mammal, a 
therapeutically effective amount of a compound having tfcie structure of Formula 
H: 




G Ql 



FORMULA -II 

and its pbtarmaceutically acceptbale salts, solvates, polymorphs, enantiomers, 
diastereorners, N-oxides, prodrugs or metabolites, wherein 

Ri is selected from the group consisting of (1)— NHC(=0)R 2 ; (2) -N(R3, 
R4); (3) - NR 2 C(=S)R 3 ; (4) -NR 2 C(=S)SR 3 wherein R 2 , R 3 , R4 are independently 
hydrogen,, C1-12 alkyl, C3-U cycloalkyl, d-6 alkoxy, Ci- 6 alk:yl substituted one or 
more of F, Cl, Br, I, OH; 

U and V are independently selected from hydrogen, optionally substituted Ci_6 
alkyl, F, Cl, Br, C1-12 alkyl substituted with one or more of F, Cl, Br, I; 

Y and Z are independently selected from (1) hydrogen, (2) Q-6 alkyl, (3) C3_i 2 
cycloalkyl (4) C0-3 bridging group; 

X is selected from C, CH, CH-S, CH-O, N, CHNR m CHCZH 2 NR U , CCH 2 NRn; 
wherein R n is hydrogen, optionally substituted C M2 alkyl, C 3l2 cycloalkyl, C 1-6 

alkoxy, C l 6 alkyl, Ci_ 6 alkylcarbonyl, Ci- 6 alkylcarboxy, airyl, heteroaryl; 
Qi is selected from O, S, NRu, therein Rn is as defined at>ove; 

G, J, L axe independently selected from H, Ci- 6 alkyl, F, Cl, Br,I, -CN, 
COR 5 ,COOR 5 , N(R6,R 7 ), NHCOCCRg, R 9 ,Rio), CON (Re, R 7 ), NHCOOR10, 
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CH2NO2, N0 2 , CH 2 R8, CHR 9j -CH = N-OR10, -OCH-R5, OR 5 , SR 5 , - 
C(R9)=C(R 9 )N0 2 , C1-12 alkyl substituted with oxie or more of F, CI, Br, 1^ OR4, 
SR4; wherein R 5 is selected from H, C1-12 alkyl, C3-12 cycloalkyl, C1-6 alkoxy, Ci- 6 
alkyl 1 substituted with one or more of F, CI, Br, 3 or OH, aryl, heteroaryl; R6 and 
R 7 , are independently selected from H, optionally substituted C1-12 alkyl, C3-12 
cycloalkyl, C1-6 alkoxy; R 8 and R9 are independently selected from H, Cu-6 alkyl, 
IF, CI, Br, I, C1-12 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , 
TsT(R6,R7);, Rio= H, optionally substituted C M 2 alkyl, C3-12 cycloalkyl, Ci - 6 alkoxy, 
Ci_6 alkyl, aryl or heteroaryl. 

A. method of treating or preventing catheter: infections and foreign body or 
prothesis infections in a mammal comprising administering to said mammal, a 
therapeutically effective amount of a compound! having the structure of Formula II 
as defined in claim 14 -wherein ring C is 6-8 membered in size or of larger size 
and the larger rings have either two or three carbons between each nitrogen atom, 
comprising of: 




and may be bridged to form a bicyclic system a.s shown below, 




ring C optionally substituted at positions Y aatid Z with alkyl groups, cycloalkyl 
groups, fluoro group, carboxylic and corresponding esters, amides, substituted 
alkyls or bridging alkyl groups as shown below: 



4_ y_\ 
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or ring C is 6 membered in size and X is -CH-(NHRn) ? or >CCH 2 NHRn- which 
is selected from th_e group consisting of the following rings wherein Rn is the 
same as defined earlier, 



R11 ™ 1 



R11 



/ > f — N 



R11 



R11 



R1 





R11 



or 



in addition to the above, ring C includes the following structures: 



^(CH2)n 



(CH2)n 



(CH2)n 
(CH2)n 

— x C^ n - 



^(CH2)n 



(CH 2 )n 

>-<2Z>- 
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-when Qi=NRn, O or S, the structures are represented by Formulae EH-, IV and V, 
respectively, 



' H- <CH2)n 

R11 -7 




FORMULA ni 



G O 



X c N 

z 




FORMULA IV 



X c N 

M-(CH 2 )n 




FORMULA V 

wherein Ri, Rn, U, V, X, Y 5 Z, G, J, L and n in Formula HI, Formula IV and 
Formula V are the same as defined earlier for Formula II. 
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A process for preparing a compound of Formula I 




FORMULA I 

and its pharmaceutical^ acceptable salts, solvates, polymorphs, enantiomers, 
diastereomers, N-oxides, prodrugs or metabolites., wherein 

T is five membered (un)substituted heterocyclic ring with exclusively one 
heteroatom, selected from oxygen, nitrogen and sulphur; aryl, substituted aryl, 
bound to the ring C including aryl and five memt>ered heteroaryl which are further 

substituted by a group represented by R, wherein R is selected from the group 

i 

consisting of H, CHO, C^ alkyl, F, CI, Br,I, -CN, COR 5 ,COOjR 5 , N(R6,R?), 
NHCOC(Rs, R 9 , Rio), NHCOORio, CON (R<>, ZR 7 ), CH 2 N0 2 , N0 2 , CH(OAc) 2 , 
CH 2 R8, CHR 9 , -CH = N-OR10, -C=CH-R 5 , OFL 5 , SR 5 , -C(R 9 )<:(R 9 )N0 2 , C M2 
alkyl substituted with one or more of F, CI, Br, I, OR4, SR4 ; wherein R4 and R5 are 
independently selected from H, Ci-i 2 alkyl, C3-12 cycloalkyl, ds alkoxy, C1-6 
alkyl substituted with one or more of F, CI, Br, J or OH, aryl, heteroaryl; Re and 
R 7 , are independently selected from H, optionally substituted Cm 2 alkyl, C3-i 2 
cycloalkyl, Ci- 6 alkoxy; R 8 and R 9 are independently selected from H, C1-6 alkyl, 
F, CI, Br, I, Cn 2 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , 
N(R<s,R7); Rio= H, optionally substituted C1.12 alkyl, C 3 -i 2 cycloalkyL, C1-6 alkoxy, 
C1-6 alkyl, aryl, heteroaryl; 

n is an integer in the range from 0 to 3; 

X is C, CH, CH-S, CH-O, N, CHNR n , CHCH 2 lNRii, CCH2NR11; wherein R„ is 
hydrogen, optionally substituted C M2 alkyl, C 3 _ 12 cycloalkyl, C { 6 alkoxy, C ^ 
alkyl, Ci^alkylcarbonyl, Cm alkylcarboxy, aryl, lieteroaryl; 

Y and Z are independently selected from lxydrogen, C l6 alk^l, C 3 12 and 
cycloalkyl C M bridging groups; 
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U and V are independently selected from hydrogen, optionally substituted C a 6 
alkyl, F, CI, Br, C M2 alkyl substituted with one or more of I?, CI, Br, I, preferably 
U and V are hydrogen or fluoro; 

Ri is selected from the group consisting of -NHC(— 0)R 2 , N(R 3 , R4), - 
NR 2 C(=S) R 3 , -NR 2 C(=S)SR 3 , wherein R 2 is hydrogem, C M2 alkyl, C 3 _ 12 
cycloalkyl, C^ alkoxy, C lm6 alkyl substituted with one or nnore of F, CI, Br, I or 
OH; R 3 ,R4 are independently selected from hydrogem, C W2 alkyl, C 3 _ 12 
cycloalkyl, C l 6 alkoxy, C l 6 alkyl substituted with one or nnore of F, CI, Br, I or 
OH; 1 

t 

which comprises reacting an amine of Formula VI 




FORJMULA VI 



with a heteroaromatic compound of Formula R-T-Ri 2 wherein T, Ri, Y, Z, U, "V 
and n are the same as defined earlier and M t is selected from the group consisting 
of NH, NHR, CHNHR, -CHCH 2 NHR, -CCH 2 NHR wherein. R is H, ethyl, meth>/l> 
isopropyl, acetyl, cyclopropyl, alkoxy or acetyl and R i2 is a suitable leaving groop 
selected from the group consisting of fluoro, chloro, t>romo, iodo, SCH 3 , - 
S0 2 CH 3 , -S0 2 CF 3 , Tos and OC 6 H 5 . 

The process of claim 16, wherein the amine of Formula VI reacts with a 
heteroaromatic compound of Formula R-T-Ri 2 in the presence of a base selected 
from the group consisting of potassium carbonate, N-ethyLdiisopropylamine and 
dipotassium hydrogenphosphate. 



55 



WO 2004/014392 



PCTYIB2002/002940 



A process for preparing a compound of Formula II 



J. y y q 

T 




-(CH2)n 



FORMULA. — II 



and its pharmaceutically acceptbale salts^ solvates, polymorphs, enantiomers, 
diastereomers, N-oxides, prodrugs or metabolites, wherein 

Ri is selected from the group consisting of (1) -NHC(=0)R 2 ; (2) -N(R 3 , 
R4); (3) -NR 2 C(=S)R 3 ; (4) -NR 2 C(=S)SR 3 wherein R 2 , R 3 , R4 are independently 
hydrogen, Cm 2 alkyl, C 3 -i 2 cycloalkyl, Ci_- 6 alkoxy, Ci- 6 alkyl substituted one or 
more of F, CI, Br, I, OH; 

U and V are independently selected from hydrogen, optionally substituted C1-6 
alkyl, F, CI, Br, Cm 2 alkyl substituted wrth one or more of F, CI, Br, I; 

Y and Z are independently selected from (1) hydrogen, (2) Ci- 6 alkyl, C3) C 3 .i 2 
cycloalkyl (4) Co- 3 bridging group; 

X is selected from C, CH, CH-S, CH-O, 1ST, CHNR n , CHCH 2 NRn, CCH 2 NR n ; 
wherein R n is hydrogen, optionally substituted C M2 alkyl, C 3 _ 12 cycloaJkyl, C l 6 
alkoxy, C 1-6 alkyl, C w alkylcarbonyl, Ci_ 6 alkylcarboxy, aryl, heteroaryl; 

Qi is selected from O, S, NRn, wherein Rn is as defined above; 

G, J, L are independently selected from H, Ci-6 alkyl, F, CI, Br,I, -CNT, 
COR 5 ,COOR 5 ; N(R6,R 7 ), NHCOC(R 8 , Rc,,R 10 ), CON (R6, R 7 ), NHCOORio, 
CH 2 N0 2 , NO a , CH 2 Rg, CHR 9 , -CH = N-OR, 0j -C=CH-R 5 , OR 5 , SR 5 , - 
C(R 9 )=C(R 9 )N0 2 , C M2 alkyl substituted ^with one or more F, CI, Br, I, OR4, SRa ; 
wherein R 5 is selected fromH, C x - 12 alkyl, C 3 - X2 cycloalkyl, Ci- 6 alkoxy Ci- 6 alkyl 
substituted with one or more of F, CI, Br, I or OH, aryl, heteroaryl; R<5 and R 7 , are 
independently selected from H, optionally substituted Ci-i 2 alkyl, C 3 -i 2 cycloalkyl, 
Ci-6 alkoxy; Rs and R 9 are independently selected from H, Ci-6 alkyl, F-, CI, Br, I, 
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Ci-12 alkyl substituted with one or more of F, CI, Br, I, OR 5 , SR 5 , N(R6,R 7 ); Rio= 
H, optionally substituted C M2 alkyl, C3.12 cycloalkyl, Ci~& alkoxy, Ci- 6 alkyl, aryfi, 
heteroaryl; 

comprising reacting a compound of Formula VI 




Formula VI 



with a heteroaromatic compound of Formula VH 

J L 

G Q 1 R 12 
Formula VII 

wherein Ri, Y, Z, U, V, G, J, L, Qi, and n are the same as defined earlier and M L is 
selected from the group consisting of NH, NHR, CHNHR, 
CHCH 2 NHR, -CCH 2 NHR wherein R is H, ethyl, methyl, isopropyl, acetvl 
cyclopropyl, alkoxy or acetyl and R12 is a suitable leaving group selected from tine 
group consisting of fluoro, chloro, bromo, iodo, SCH 33 -SO2CH3, -SO2CF3, Tos 
and OC 6 H 5 . 

The process for preparing a compound of Formula II sls described in claim M8 
wherein ring C in Formula II is 6-8 membered in size or of larger size and ttae 
larger rings have either two or three carbons between each nitrogen atom, 
comprising of: 
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and may be bridged to form a bicyclic system as shown below, 




ring C optionally substituted at positions Y and Z with alkyl gro-ups, cycloalkyl 
groups, fluoro group, carboxylic and corresponding esters, amides, substituted 
alkyls or bridging alkyl groups as shown below: 




or ring C is 6 membered in size and X is -CH-(NHR n ), or >CCH 2 NJHR U - which 
is selected from the group consisting of the following rings wherein Rn is the 
same as defined earlier, 



>0- /-O 1 - 



R11 



H-C N— 



/ v_/ 



R11 

> 




R11 



R11 




N— 



R11 



1 
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or 

in addition to the above, ring C includes the following structures: 




when Qi=NRn, O or S, the structures are represented by Formulae HI, IV" and V, 
respectively, 




FORMULA in 
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FORMULA V 



wherein R u R u , U, V, X, Y, Z, G, J, L and n in Formula m, Formula IV and 
Formula V are the same as defined earlier for Formula II. 

The process of claim 18 wherein the heteroaromatic compound of Formula VII is 
reacted with the amine of Formula VI in the presence of ligands selected from 
the group consisting of Pd 2 (dba) 3 and Pd (OAc) 2 . 

The process of claim 18 wherein the heteroaromatic compound of Formula VH is 
2-bromothiophene. 

The process of claim 18 wherein the reaction of compound of Formula VI with a 
compound of Formula VH is carried out in the presence of a solvent wherein the 
solvent is selected from the group consisting of dimethylformamide, 
dinxethylacetamide, acetanitrile, dimethylsulfoxide and ethylene glycol. 

The process of claim 18 wherein the reaction of compound of Formula VI with a 
compound of Formula VII is carried out in the presence of a suitable base 
wherein the base is selected from the group consisting of triethylamine 
diisopropylethylarnine, potassium carbonate, sodium carbonate and dipotassium 
hydxogen phosphate. 
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